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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The present invention discloses preparation of 173-heterocyclic-3-oxo-4- 
aza-5a-androst-l-ene derivs., such as I [dashed bond = single bond, 
double bond; X = H, halo; Y, Z = H, alkyl, halo; Y and Z, together with ' 
the carbon atom to which they are attached = cyclopropyl; n = 0-3; U, V, 
W, D = CH, N, provided that at least U, V, W, and D = CH; Rl = H, CF3, 
carbonyl (alkyl) , OH, alkoxy, halo, alkyl, CH20H, alkylamino; R2 = halo, 
carbonyl (alkyl) , carbonyl (alkenyl) , carbonyl (alkynyl) , alkenylamino, 
heterocyclic, etc.], for their use as modulators of the androgen receptor 
(AR) in a tissue selective manner. Thus, 4 -azaandrost-l-ene derivative II was 
reacted with 2 , 3 -diaminopyridine in presence of silver triflate to give 
17p-carboxamide derivative III, which, on heating with polyphosphoric 
acid, afforded 17p-imidazopyridinyl-3-oxo-4-aza-5a-androst-l- 
ene derivative IV. I are therefore useful in the enhancement of weakened • 
muscle tone and the treatment of conditions caused by androgen deficiency 
or which can be ameliorated by androgen administration, including 
osteoporosis, osteopenia, glucocorticoid- induced osteoporosis, periodontal 
disease, bone fracture, bone damage following bone reconstructive surgery. 
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sarcopenia, frailty, aging skin, male hypogonadism, postmenopausal 
symptoms in women, atherosclerosis, hypercholesterolemia, hyperlipidemia, 
obesity, aplastic anemia and other hematopoietic disorders, inflammatory 
arthritis and joint repair, HIV-wasting, prostate cancer, benign prostatic 
hyperplasia (BPH) , abdominal adiposity, metabolic syndrome, type II 
diabetes, cancer cachexia, Alzheimer's disease, muscular dystrophies, 
cognitive decline, sexual dysfunction, sleep apnea, depression, premature 
ovarian failure, and autoimmune disease, alone or in combination with 
other active agents. 

IT 848392-90-5P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of 17p-heterocyclic-3 -oxo-4 -aza-5a-androst-l-ene 
derivs. as androgen receptor modulators and their therapeutic uses) 

RN 848392-90-5 CAPLUS 

CN 2H-Indeno[5,4-f]quinolin-2-one, 1, 4a, 4b, 5 , 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- 
t et radecahydro- 7 - ( IH- imidazo [4 , 5 -b] pyr idin- 2 -yl ) - 1 , 4a , 6a - t r imethyl - , 
(4aR,4bS,6aS,7S,9aS,9bS,llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




H 



Me 



IT 848392-91-6P 848393-00-OP 848393-01-lP 
848393-02-2P 848393-04-4P 848393-05-5P 
848393-06-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 17p-heterocyclic-3-oxo-4-aza-5a-androst-l-ene 
derivs. as androgen receptor modulators and their therapeutic uses) 
RN 848392-91-6 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 7- (lH-benzimidazol-2-yl) - 

1,4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11 , 11a- tetradecahydro-1, 4a, 6a-trimethyl- , 
{4aR,4bS,6aS,7S,9aS,9bS,llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 848393-00-0 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2-one, 1, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, ll.lla- 
tetradecahydro-l, 4a, 6a-trimethyl"7- (lH-purin-8-yl) - , 
(4aR,4bS,6aS,7S,9aS,9bS,llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 848393-01-1 CAPLUS 

CN 2H-Indeno [5,4-f ] quinolin-2 -one , 1, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- 
tetradecahydro-7- (IH-imidazo [4 , 5-c] pyridin-2-yl) -1,4a, 6a-trimethyl- , 
(4aR,4bS,6aS,7S,9aS, 9bS, llaR) - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 



10/569,303 




H 



Me 



RN 848393-02-2 CAPLUS 

CN 2H-Indeno [5,4-f ] quinolin-2 -one , 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10, 11, 11a- 
tetradecahydro-1, 4a, 6a-trimethyl-7- (1 -methyl -IH-imidazo [4, 5-b]pyridin 
yl)-, {4aR,4bS,6aS,7S,9aS,9bS,llaR) - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 8483 93-04-4 CAPLUS 

CN IH-Imidazo [4, 5 -b] pyridine, l-acetyl-2- [ (4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - 
2,4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10 , 11 , lla-tetradecahydro-1 , 4a, 6a-trimethyl 
oxo-lH-indeno[5,4-f ]quinolin-7-yl] - (9CI) (CA INDEX NAME) 



N- 




Me 




Me 



Absolute stereochemistry. 
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RN 848393-05-5 CAPLUS 

CN 3H-Imidazo [4 , 5 -b] pyridine , 3 -acetyl -2- [ (4aR, 4bS , 6aS , 7S , 9aS , 9bS , llaR) - 

2 ,4a, 4b, 5, 6, 6a., 7, 8 , 9, 9a, 9b, 10, 11, lla-tetradecahydro-1, 4a, 6a-trimethyl-2- 
oxo-lH-indeno[5,4-f ]quinolin-7-yl] - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 848393-06-6 CAPLUS 

CN .2H-Indeno[5,4-f ]quinolin-2-one, 3-f luoro-1, 4a, 4b, 5, 6, 6a, 7 , 8, 9, 9a, 9b, 10, 11, 
11a- tetradecahydro-7 - ( IH- imidazo [4 , 5 -b] pyridin-2 -yl ) - 1 , 4a , 6a- trimethyl - , 
(4aS,4bS,6aS,7S,9aS,9bS,llaR)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Structure attributes must be viewed using STN Express query preparation. 



Abstract The present invention relates to compounds that are useful as androgen receptor agonists, 
in particular, as selective androgen receptor agonists. Compounds of the present invention are described 
by structural formula I: 




Y Z 



or a phannaceutically acceptable salt or stereoisomer tiiereof. their uses md pharmaceutical 



